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chain nodes : 
33 

ring nodes : 

1 2 3 4 5 6 7 8 9 10 11 12 13 17 18 19 20 21 22 23 24 25 26 
27 28 29 30 31 
chain bonds : 

18- 33 

ring bonds : 

1-2 1-6 1-11 2-3 3-4 4-5 5-6 5-7 6-10 7-8 8-9 9-10 10-12 11-13 12-13 
17-18 17-22 18-19 19-20 20-21 21-22 23-27 23-24 24-25 25-26 25-28 26-27 
26-31 28-29 29-30 30-31 
exact /norm bonds : 

1-11 5-7 6-10 7-8 8-9 9-10 10-12 11-13 12-13 17-18 17-22 18-19 18-33 

19- 20 20-21 21-22 23-27 23-24 24-25 26-27 
normalized bonds : 

1-2 1-6 2-3 3-4 4-5 5-6 25-26 25-28 26-31 28-29 29-30 30-31 
isolated ring systems : 
containing 1 : 23 : 
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G2:0,S,N 
Match level : 

l:Atom 2:Atom 3: Atom 4: Atom 5: Atom 6:Atom 7:Atom 8: Atom 9:Atom 10: Atom 
ll:Atom 12: Atom 13: Atom 17:Atom 18: Atom 19: Atom 20:Atom 21: Atom 22: Atom 
23:Atom 24: Atom 25: Atom 26 : Atom 27: Atom 28: Atom 29:Atom 30: Atom 31:Atom 
33: CLASS 34: CLASS 
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STRUCTURE UPLOADED 



= > S 11 

SAMPLE SEARCH INITIATED 08:16:20 FILE 'REGISTRY' 
SAMPLE SCREEN SEARCH COMPLETED - 168 TO ITERATE 



100.0% PROCESSED 168 ITERATIONS 

SEARCH TIME: 00.00.01 



0 ANSWERS 



FULL FILE PROJECTIONS: ONLINE **COMPLETE** 

BATCH * * COMPLETE* * 
PROJECTED ITERATIONS: 2583 TO 4137 

PROJECTED ANSWERS: 0 TO 0 
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FULL SCREEN SEARCH COMPLETED - 3246 TO ITERATE 



100.0% PROCESSED 3246 ITERATIONS 
SEARCH TIME: 00.00.01 



10 ANSWERS 
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DOCUMENT TYPE: 
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FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



PATENT NO. 



2004:252520 CAPLUS 
140:287399 

Preparation of antidepressant azaheterocyclylmethyl 

derivatives of 4 , 5-dihydroimidazo [ 1, 5 , 4 - 

del [X, 4] benzoxazine 

Gao, Hong; Stack. Gary Paul 

Wyeth, John, and Brother Ltd., USA 

PCT Int. Appl . , 3 4 pp. 

CODEN: PIXXD2 

Patent 

English 



APPLICATION NO. 



WO 2004024736 




Al 




20040325 


WO 2003- 


US28469 




20030911 


W: AE, AG, 


AL, 
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AU, 
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CA, CH, CN, 
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LR, LS, 


LT, 


LU, 


LV, 


MA, 


MD, 


MG, MK, MN, 


MW, MX, 


MZ, 


NO, NZ, OM, 


PG, PH, 


PL. 


PT, 


RO, 


RU, 


sc. 


SD, SE, SG, 


SK, SL, 


SY, 


TJ, TM, TN, 


TR , TT , 


TZ, 


UA, 


UG, 


US, 


UZ, 


VC, VN, YU, 


ZA, ZM, 


ZW, 


AM, AZ, BY, 


KG, KZ, 


MD, 


RU 
















RW; GH, GM, 


KE, 


LS. 


MW, 


MZ, 


SD, 


SL, SZ, TZ, 


UG, ZM, 


ZW, 


AT, BE. BG. 


CH, CY, 


CZ, 


DE, 


DK, 


EE, 


ES, 
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Al 




20040701 


US 2003- 
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20030910 


PRIORITY APPLN . INFO 


















P 20020912 














US 2003- 


659531 




A 20030910 



OTHER SOURCE (S) : 



MARPAT 140:287399 




AB The title eompds . U; XY = N:CR4, NHCO, NHCOCO, NHCS, NHS02 ; Z 



S, 



(wherein R5 = H, alkyl) ,- R1-R3 - H, OH, halo, CN, etc.; R4 «. H. halo, 
(un) substituted NH2 ; n = 0 2), useful for the treatment of depression 
(including but not limited to major depressive disorder, childhood 
depression and dysthymia) , anxiety, panic disorder, post -traumatic stress 
disorder, premenstrual dysphoric disorder (also known as premenstrual 
syndrome) , attention deficit disorder (with and without hyperactivity) , 
obsessive compulsive disorder, social anxiety disorder, generalized 
anxiety disorder, obesity, eating disorders such as anorexia nervosa and 
bulimia nervosa, vasomotor flushing, cocaine and ale. addiction, sexual 
dysfunction and related illnesses, were prepared Thus, reacting 
(2-oxo-l, 2,4,5-tetrahydroimidazoU, 5, 4 -de) (1, 4] benzoxazin-4-yl) methyl 
4 -methylbenzenesulfonate (preparation given) with 
., 2,3,6-tetrahydropyridin- 

4- yl) - 1H- indole in DMSO afforded II. The biol . data such as 5-HT 
transporter affinity, 5-HT1A receptor affinity, and antagonist activity 

5- HT1A receptors, were given. The pharmaceutical composition comprising 
compound I was claimed. 

675825-B2-8P 675825-83-9P 675835-64-0? 
675825-B5-1P 675B2S-86-2P 675B25-95-3P 
675825-96-4P 675B25-97-5P 675B25-9B-6P 
675B25-99-7P 

RL : PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of antidepressant azaheterocyclylmethyl derive, of 
4,5-dihydroimidazo{l, 5,4-de] [ 1 , 4) benzoxazine) 



L4 ANSWER 1 OF 1 CAPLUS COPYRIGHT 2004 ACS on STN (Continued) 
RN 675825-B2-B CAPLUS 

CN Imidazotl, 5,4-de) (1, 4) benzoxazin-2 (1H) -one, 
4- [ [3, 6-dihydro-4- (lH-indol-3- 

yl) -1 (2H) -pyridinyl] methyl] -4, 5-dihydro- (9CI) (CA INDEX NAME) 




RN 675825-83-9 CAPLUS 

CN Imidazo[l,5, 4-deJ [1, 4) benzoxazin-2 ( 1H) -one, 
4 - [ [4 - ( 5 - f luoro- 1H- indol -3 -yl ) - 

3,6-dihydro-l(2H) -pyridinyl ] methyl ) -4 , 5 -dihydro- (9CI) (CA INDEX NAME) 




RN 675B25-84-0 CAPLUS 

CN Imidazo[l,5,4-deJ [1, 4] benzoxazin-2 (1H) -one, 
4- 1 14- (S-chloro-lH-indol-3 -yl) - 

3,6-dihydro-l(2H) -pyridinyl) methyl) -4 , 5-dihydro- (9CI) (CA INDEX NAME) 




RN 675825-85-1 CAPLUS 

CN lH-Indole-5-carbonitrile. 3- [ 1 . 2 , 3 , 6- tetrahydro- 1 - ( (1, 2, 4, S-tetrahydro-2- 
oxoimidazo[l,5,4-de) ( 1 , 4 ) benzoxazin-4 -yl ) methyl ) -4 -pyridinyl) - (9CI) (CA 

INDEX NAME) 
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RN 675825-86-2 CAPLUS 

CN Imidazoll, 5,4-de) (1,4) benzoxazin-2 (1H) -one, 
4- I [4- (7-fluoro-lH-indol-3 -yl) - 

3,6-dihydro-l(2H) -pyridinyl) methyl) -4, 5-dihydro- (9CI) (CA INDEX NAME) 



O 



RN 675825-95-3 CAPLUS 

CN Imidazo [1, 5, 4 -de) { 1 , 4] benzoxazin- 2 ( 1H) -one, 
4- [ [3,6-dihydro-4- (1H- indol -3- 

yl) -K2H) -pyridinyl) methyl) -4, 5-dihydro-, (4S) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



H 




0 



RN 675825-96-4 CAPLUS 

CN Imidazoll. 5,4-de) [l, 4 J benzoxazin-2 (1H) -one. 
4- [ [4- (5 f luoro- 1H- indol- 3 -yl) - 

3, 6-dihydro-l (2H) -pyridinyl) methyl] -4, 5-dihydro-, (4S>- (9CI) (CA INDEX 

NAME) 

Absolute stereochemistry. 



H 
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RN 675825-97-5 CAPLUS 

CN ImidazoU, 5, 4-del [1, 4] benzoxazin-2 (1H) -one, 
4- [ {4- (S-chloro-lH-indol-3-yl) - 

3,6-dihydro 1I2H) -pyridinyl ] methyl ] -4 , 5 -dihydro- , (4S>- (9CI) (CA INDEX 

NAME) 

Ahaolute stereochemistry. 



H 




O 



RN 675825-9S-6 CAPLUS 

CN lH-lndole-5-carbonitrile, 3 - U, 2 , 3 . 6- tetrahydro- 1 - [ [(4S) -1,2,4,5- 

tetrahydro- 2 -oxoimidazo 1 1 , 5 . 4 -de] {1,4] benzoxazin -4 - yl ] methyl ] - 4 -pyridinyl ] - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



H 




RN 675825-99-7 CAPLUS 

CN Imidazo fl, 5, 4 -de] [1, 4]benzoxazin-2 (1H) -one. 
4- [ {4- (7-£luorolH-indol-3-yl) - 

3, 6 -dihydro- 1 (2H) -pyridinyl] methyl] -4, 5-dihydro, (4S)- (9CI) (CA INDEX 

NAME) 

Absolute stereochemiBtry. 
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REFERENCE COUNT: 1 THERE ARE 1 CITED REFERENCES AVAILABLE FOR THIS 

RECORD. ALL CITATIONS AVAILABLE IN THE RE 
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G1:C,S 
G2:0,S,N 
Match level : 

l:Atom 2: Atom 3 : Atom 4 : Atom 5: Atom 6: Atom 7: Atom 8: Atom 9: Atom 10: Atom 
11: Atom 12: Atom 13: Atom 17: Atom 18 : Atom 19: Atom 20: Atom 21:Atom 22: Atom 
23:Atom 24 : Atom 25:Atom 26: Atom 27: Atom 28: Atom 29: Atom 30:Atom 31: Atom 
33: CLASS 34: CLASS 37: CLASS 



LI 



STRUCTURE UPLOADED 



= > d 11 

LI HAS NO ANSWERS 
LI STR 




Gl C,S 
G2 0,S,N 

Structure attributes must be viewed using STN Express query preparation. 



= > s 11 

SAMPLE SEARCH INITIATED 08:10:30 FILE 'REGISTRY' 
SAMPLE SCREEN SEARCH COMPLETED - 6 TO ITERATE 

100.0% PROCESSED 6 ITERATIONS 

SEARCH TIME: 00.00.01 



0 ANSWERS 



FULL FILE PROJECTIONS: 

PROJECTED ITERATIONS: 
PROJECTED ANSWERS : 



ONL INE * * COMPLETE * * 
BATCH * * COMPLETE * * 

6 TO 266 
0 TO 0 
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0 SEA SSS SAM LI 



=> s 11 sss full 

FULL SEARCH INITIATED 08:10:38 FILE 'REGISTRY' 
FULL SCREEN SEARCH COMPLETED - 162 TO ITERATE 
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100.0% PROCESSED 
SEARCH TIME: 00.00.01 



162 ITERATIONS 



10 ANSWERS 



L3 
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=> file caplus 

COST IN U.S. DOLLARS 



SINCE FILE 
ENTRY 
155.42 
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DOCUMENT NUMBER; 
TITLE: 



INVENTOR (S) : 
PATENT ASSIGNEE (S) : 
SOURCE : 

DOCUMENT TYPE; 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



PATENT NO. 



2004:252520 CAPLUS 
140:28-7399 

Preparation of antidepressant azaheterocyclylmethyl 

derivatives of 4 , 5-dihydroimidazo [ l , 5 , 4 - 

de] tl. 4] benzoxazine 

Gao, Hong; Stack. Gary Paul 

wyeth. John, and Brother Ltd.. USA 

PCT Int. Appl . , 34 pp. 

CODEN : PIXXD2 

Patent 

English 



APPLICATION NO. 



WO 2004024736 




Al 




20040325 


WO 2003- 


U52B469 




20030911 


W: 


AE , 


AG, 


AL, 


AM, 


AT, 


AU, AZ, 


BA, BB, BG, 


BR, BY, 


BZ. 


CA, 


CH, CN. 




CO, 


CR, 


cu. 


CZ, 


DE, 


DK, DM, 


DZ, EC, EE, 


EG, ES, 
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GB, 


GD, GE. 
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HR, 


HU, 
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IL, IN, 


IS, JP. KE, 


KG, KP, 
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LT. 


LU, 


LV. 


MA. MD, 


MG, MK, MN, 
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NO, 


NZ, OM, 
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PH, 


PL, 


PT, 
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RU, SC, 


SD, SE, SG, 


SK, SL, 
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TJ, 


TM, TN. 




TR, 


TT, 
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UG, 
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ZA, ZM, 
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AZ, BY, 




KG, 
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GH, 


GM, 
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LS, 


MW, 


MZ, SD, 


SL, SZ, TZ, 


UG, ZM, 


zw, 


AT, 


BE, BG. 




CH, 


CY, 


CZ, 


DE, 


DK, 


EE, ES, 


FI, FR, GB, 


GR, HU, 


IE, 


IT, 


LU, MC, 




NL, 


PT, 


RO, 


SE, 


SI , 


SK, TR, 


BF, BJ. CF, 


CG. CI, 


CM, 


GA, 


GN, GQ, 




GW, 


ML, 


MR, 


NE, 
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OTHER SOURCE (S) : 
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R3 




3 The title compds. [I; XY = N:CR4, NHCO, NHCOCO, NHCS, NHS02 ; Z » O, S, 
*5 

(wherein R5 - H, alkyl) ; R1-R3 - H, OH, halo, CN, etc.; R4 - H, halo, 
(un) substituted NH2 ; n = 0 2], useful for the treatment of depression 
(including but not limited to major depressive disorder, childhood 
depression and dysthymia) , anxiety, panic disorder, post -traumatic stress 
disorder, premenstrual dysphoric disorder (also known as premenstrual 
syndrome) , attention deficit disorder (with and without hyperactivity) , 
obsessive compulsive disorder, social anxiety disorder, generalized 
anxiety disorder, obesity, eating disorders such as anorexia nervosa and 
bulimia nervosa, vasomotor flushing, cocaine and ale. addiction, sexual 
dysfunction and related illnesses, were prepared Thus, reacting 
(2-oxo-l,2,4,5-tetrahydroimidazo[l, 5,4-de] (1 , 4 ) benzoxazin- 4 -yl ) methyl 
4-methylbenzenesulfonate (preparation given) with 
- (l. 2,3,6- tetrahydropyridin- 

4- yl) -lH-indole in DMSO afforded II. The biol . data such as 5-HT 
transporter affinity, 5-HT1A receptor affinity, and antagonist activity 

t 

5- HT1A receptors, were given. The pharmaceutical composition comprising 

he 

compound I was claimed. 
T 675825-B2-8P 675825-83-9P 675B25-84-0P 
675825-65-1P 675825-B6-2P 675825-95-3P 
675B25-96-4P 675B25-97-5P 675825-98-6P 
675825-99-7P 

RL : PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of antidepressant azaheterocyclylmethyl derivs. of 
4, 5-dihydroimidazo [1. 5. 4 -de] [l, 4] benzoxazine) 
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RN 675825-82-B CAPLUS 

CN Imidazoll, 5,4-de] [1, 4] benzoxazin -2 (1H) -one, 
4- [ [3,6-dihydro-4- (lH-indol-3- 

yl)-l(2H) -pyridinyl] methyl) -4, 5-dihydro- (9CI) (CA INDEX NAME) 




RN 675825-83-9 CAPLUS 

CN ImidazoU, 5,4-de] II, 4]benzoxazin-2 (1H) -one, 
4- [ [4- (S-fluoro-lH-indol-3-yl) - 

3, 6-dihydro-l(2H) -pyridinyl] methyl] -4, 5-dihydro- (9CI) (CA INDEX NAME) 




RN 675825-84-0 CAPLUS 

CN Imidazo (1, 5,4-de) [1, 4] benzoxazin -2 (1H) -one, 
4- [ [4- (5-ehloro-lH-indol-3-yl) - 

3. 6-dihydro-l{2H) -pyridinyl] methyl] -4, 5-dihydro- (9CI) {CA INDEX NAME) 




O 



RN 675825-85-1 CAPLUS 

CN 1H- Indole- 5 -carbonitrile, 3- \\, 2 . 3 , 6 - tetrahydro- 1- [ (1 , 2 , 4 , 5 -tetrahydro-2 - 
oxoimidazo[l, 5,4 -de] [1, 4] benzoxazin-4 -yDmethyl) -4 -pyridinyl) - ( 9CI ) (CA 

INDEX NAME) 




O 
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RN 675825-86-2 CAPLUS 

CN ImidazoU. 5, 4-deJ [1, 4J benzoxazin-2 (1H) -one, 
4- [ [4- <7-fluoro-lH-indol-3-yl) - 

3, 6-dihydro-l (2H) -pyridinyl ] methyl ] -4, 5-dihydro- (9CI) (CA INDEX NAME) 



HN ^ " F 

O 



RN 675825-95-3 CAPLUS 

CN Imidazoll, 5,4-de) [1 , 4) benzoxazin-2 (1H) -one, 
4- [ [3,6-dihydro-4- (lH-indol-3- 

yl)-l(2H) -pyridinyl] methyl] -4, 5-dihydro-, (4S> - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



H 




RN 675825-96-4 CAPLUS 

CN ImidazoU, 5,4-de] [1 , 4] benzoxazin-2 ( 1H) -one , 
4- [ [4- (5-fluoro-lH-indol-3-yl) - 

3, 6-dihydro-l (2H) -pyridinyl] methyl) -4, 5-dihydro-, (4S> - (9CI) (CA INDEX 

NAME) 

Absolute stereochemistry. 



H 




O 
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RN 675825-97-5 CAPLUS 

CN Imidazo [1. 5, 4 -de] [ 1 , 4 ] benzoxazin-2 ( 1H) -one, 
4- l{4-(5chlorolH-indol-3-yl> - 

3,6-dihydro-l(2H) -pyridinyl ] methyl ] -4, 5-dihydro-, (4S) (9CI> (CA INDEX 

NAME) 

Absolute stereochemistry. 



H 




RN 675825-98-6 CAPLUS 

CN lH-lndole-5-carbonitrile, 3- [1 , 2 , 3 . 6 - tetrahydro- 1 - [l(4S) -1,2,4,5- 

tetrahydro-2-oxoiinidazo(1.5,4-de] [1, 4] benzoxazin-4 -yl] methyl ] -4 -pyridinyl J - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry . 



H 




o 



RN 675825-99-7 CAPLUS 

CN Imidazo U, 5, 4 -de] [ 1 , 4 ] benzoxazin-2 ( 1H) -one, 
4- I [4- (7-fluoro-lH-indol-3-yl) - 

3.6-dihydro-l(2H)-pyridinyl]methyl] -4 , 5 -dihydro- , (4S) - (9CI) (CA INDEX 

NAME) 

Absolute stereochemistry. 
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